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(57) Abstract: 

FIELD: organic chemistry, imidazole 
derivatives. SUBSTANCE: product: 

4-(4 , -methoxyphenyl)-2-morpholinoethylthio-5- 
phenylimidazole. Synthesis is carried out by 
reaction of 

2-mercapto-4-(4'-methoxyphenyl)-5-phenylimida 
zole with 2-morpholinoethyl bromide 
hydrobromide followed by conversion of 



obtained base to hydrochloride by treatment 
with HCI. Yield is 92%, m. p. is 155 C, 
empirical formula is C22H29CI2N3O3S.. 
Synthesized compound provides the best 
resistance at run as compared with control 
after 24 hr to 188%, toxicity LD50 = 575 mg/kg. 
EFFECT: synthesis of new substances showing 
enhanced activity. 1 tbl 
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(57) 

Hao6peTeHne KacaeTCfl 3aMemeHHbix 
nMHAa30/ia, b nacTHOcTu AurnApoxnopnAa 

4-(4-M9TOKCM4)eHHn)-2-M0pct>O/lMHO3THmMO-5-<|> 

eHnnviMHA33ona (<t>HM), KOTopbirt o6naAaeT 

CnOC06HOCTblO nOBWUJaTb BbJHOCJIHBOCTb. Ue/ib 

- co3AaHne HOBbix 6o/iee aianBHbix BeiuecTB 
yKaaaHHoro Knacca. CnHre3 OHM BeayT 
peaKL\ne^ 

2-MepKanTO-4-(4-MeTOKCM4)eHMn)-5-ct)eHMnnMHA 



a30/ia c rviApo6poMHAOM 

2-MOpc|50nHH03TM/l6pOMMAa B npucyTCTBUM 

n36biTKa iMenoHM c nocneAy»omMM nepeBOAOM 
nonyMeHHoro ocHOBaHUfl b rviAPOxnopMA 
o6pa6oTKO« HCI. Bwxoa 92%; T.nn. 155°C; 
6pyrro-ct>-na C22H29CI2N3O3S. <t>HM 
o6ecnennBaeT nyMiuyra BbiHOcnuBocTb npn 6ere 
b cpaBHeHnn c KOHTpo/ieM nepea 24 m ao 188%, 

TOKCHMHOCTb LD50 575 Mf/Kf. 1 Ta6n. 
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H3o6peTeHne othocmtch k HOBOMy 

npOM3BOAHOMy MMHAaSOna, KOHKpeTHO K 

AMrnApox^opufly 

4-(4-M TOKCHC|)eHHJl)-2-MOpct)OnMH03TH/lTMO-5-Ct> 

eHnnnMHA33ona c^opMynbi I 
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noewtuaioiMeMy cfc>M3vmecKyK> BbiHOcnuBocTb. 

Me/ib n3o6peTeHnn nonyneHMe HOBoro 
cx>eAHHeHHfl b p«fly MMMAa3ona, o6naAaK>mero 
ynyMweHHofi cnoco6HOCTb»o noBbioiaTb 

4)M3MHeCKyK> BblHOCTIMBOCTb. 

n p n m e p. CMeoiUBaHDT 65 r 
4-MeTOKcn6eH3onHa, 61,3 r poflaHUfla aMMOHMfl 
h 536 Mn OHnmeHHoro ot nepeKMcefi fluoKcaHa m 
Knn«T«T c o6paTHbiM xo/iOAnnbHMKOM 5 m. ripn 
3TOM Bee Beu^ecTBo nepexoA^r a pacTBop. 
OcTaB/iflK)T Ha HOMb, BbinaAaeT o6n/ibHbitf 
6er\b\Pi ocaAOK. <tHwbTpyK>T, ocaAOK npoMbiBaioT 
AMOKcaHOM (3x25 Mn), sc^npowi (2x50 Mn) m 
cyiuaT npn 80°C. nonywaioT 77 r 
2-MepKanTo-4-(4-MeTOKCMct)eHnn)-5-cjDeHnnMMMA 
a3ona, MyTb wemoBaTbie KpucTannw, t. nn. 
259 °C. BetuecTBO ommih3K>t 

nepeKpncTa/iJiii3aL4Mefi us 485 mji H-5yTnnoBoro 
cnnpTa, npoMbiBaiOT 6y™noBbiM cnnpTOM (2x30 
Mn), 30npoM (3x50 mji), cyiuaT npu 80 °C n 
nonyMa»OT 67,2 r OMMmeHHoro BemecrBa b bmas 
Me/iKMX 6enbix KpMCTannoB, t. nn. 260°C 
(paanoweHMe). BemecTBo oahopoaho no 
AaHHbJM TCX Ha cnnycJ)one, pacTBopnTerib pna 
HaHeceHMfl cnupT, noABM>KHbift pacTBopnTerib - 
3Tnnai^eTaT-renTaH, 2,5:1 (o6-beMbi), Rf 0,66, 
apKO-rony6oe n«THo b y<P-cBeie. K pacTBOpy 
31,93 r (0,113 Morib) MepKanTonpon3BOAHoro b 
360 Mn 1 h. BOAHoro pacTBopa eAKoro HaTpa m 
280 mji cnnpTa npn nepeMeiunBaHUM 
npn6aBJi«iOT no KannnM pacTBop 43,4 r (0,154 
Monb) rviApo6poMMAa 

2-MOp4>OriMH03TM/l6pOMHAa B 120 M/l BOAbl. llpH 

3TOM nepBOHawanbHaw wemafl oKpacKa 
pacTBopa MCMe3aeT, pacTBop MyTHeeT. 
nepeMeiDMBatoT eu^e 5 muh m ocTaBnflJOT Ha 
HOMb. npOAyKT peaKMMM BbtAermeTCH b bma© 
Tflwenoro 6eci4BeTHoro Macna. BepxHMtf cnofl 
yAannioT AeKaHTai^nePi. npn6aa/iflK)T 90 win 
acfrMpa n npw nepeMeiunBaHMH Ao6asnflK)T no 
KannflM 20 mji KOHLjeHTpnpoBaHHott conflHOtf 
KucnoTbi. PacTBop yAajiflK)T AeKaHTai^eM, k 
Macnoo6pa3HOMy ruApoxnopnAY npn6aBnaioT 
225 Mn 3Cf>npa, nepeMeiunBaioT n Bb!Aep>KMBaK)T 

B XO/lOAHJlbHMKe 2 H. (IpM 3TOM BemeCTBO 

KpncTannn3yeTC5i. <Pn/ibTpyK)T, ocaAOK 

npOMWBaiOT OXJia>KAeHHblM AO 5°C 3Cf)MpOM 

(2x15 mji) m cyiuar a saKyyMe HaA cfiocqbopHbiM 
aHrnAPMAOM. nonywaioT 20,8 r npeAnaraeMoro 
coeAHHeHMfl. BemecTso ownmaioT AByxKpaTHOtf 
nepeKpncTannn3ai4ne^ M3 cMecu 6yTnnoBoro 
cnnpTa c rexcaHOM, 10:1 (06-beMbi) (10.9 Mn/r, 
BbixoA npw oahoB nepeKp^cran/in3ai4MH 92%) h 
cyiuaT Ha B03Ayxe. nonyMaior omtmeHHoe 
npeAnaraeMoe coeAMHeHne b bha© 6enwx 
KpMCTannoB. OAHopoAHbix no AaHHbiM TCX, t. 
nn. 155°C (b 3ananHHOM Kan^/iriRpe). Beu^ecTBO 
pacTBopMMO b BOAe, ycToviMnBo npn xpaHeHMH, 
He rnrpocKonnMHo. 

ycnoBwn TCX: aAcop6eHT cvinycpon y<P-254, 
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pacTBopnTenb Arm HaHeceHUfl - cnMpr, 

nOABMJKHblft paCTBOpMTenb 

Xnopo4>OpM-CnMpT-KOHLieHTpHpOBaHHWi4 BOAHbIM 

aMMnaK, 30:3:0,1 (oe^beMbi), Rf 0,62, 
«pxo-rony6oe n«THO b yO-cseTe. 

dpoeHue BeiAecTBa noATBep^AaeTCH 
AaHHbiMM y<t>-cneKTpa, noTeH^OMeTpywecKoro 
TkrrpoBaHMfl menoMbK) h on MSHTHoro aHanM3a. 

y<t>-cneiap b boa©, X^c- hm (IgE): 195 
(4,690), 233 (4,182), 276 (4,284). 

nono>KeHMe AnwHHOBonHOBofi nonocw 
xapaKTepHo atia 2-aMMHoanKnnTMonpon3BOAHbix 
4,5-AH<fc>e HM .nKMMAa3ona. 

Ha^AeHO 3 247 (noTeHMMOMeTpMMecKoe 
TUTpoeaHne u^enoMb»o b 70%-hom boahom 
cnnpTe). BbiMMcneHo: 3 243,2. 

HatiAeHO, C 53,95, 54,06; H 5,68, 5,81; CI 
14,13, 14,34; N 8,28, 8,32; S 6,85, 6,91. 
C 22H29CI2N3O3S 

BbmncneHO, C 54,32; H 6,01; CI 14,58; N 
8,64; S 6,59. 

HccneAOBaHne BnnnHun Ann/iApoxnopnAa 
4-(4'-MeTOKCnc})eHMn)-2-Moptt>onMH03TnnTno-5-4) 
eHtinnMMAa3ona (npenapaT N 484) Ha 

(}>M3WHeCKy»0 BbJHOCnUBOCTb. 

OnbiTbi no M3yMeHH»o annPHMfl npenapara N 
484 Ha $fi3UMecKyK) BbiHocnuBOCTb BbinonHeHbi 
Ha xpbicax-caMijax MaccoW 140-180 r. B 
KanecTBe MOAenn c{)H3HMecKOfl pa6oTbj 
HcnonbsoBanca 6er Kpwc Ha TpeT6aHe AO 
"oTKaaa", HecMOTpn Ha aneKTpocTMMynni^Mio. 

riocne cf>M3MHecKO^ Harpy3KM jkmbothw© 
OTAbixann s TeneHM© 3 cyT (cHMTaeTCfl, hto 3a 

3TO BpeMfl nonHOCTblO npOMCXOAMT 

soccTaHOBneHne pa6oTocnoco6HOCTM), 3aTeM 
mm bboaat npenap^ir m ohm BHOBb coBepwaioT 
6er Ha TpeT6aHe nepe3 1, 2, 24 m m nocne 

BBeABHM^ COeAMHeHMP. BeiAeCTBO BBOAMnM 
BHyTpMGpHDUJMHHO, OAHOKpaTHO B OnTMIWiaJIbHOft 

A03e 40 Mr/Kr Macx?w. KoHTponbHbie >KMBOTHbje 
BbinonHfljiM Ty xe Harpy3Ky, mto m onbiTHbie 
Kpwcbi, ho nonyMann 4>M3MonorMHecKM^ 
pacTBop. 

CpaBHMBa/iM npoAon>KMTenbHOCTb Cera ao m 
nocne BBeASHMfl npenapaTa, a TawKe 
npoAonxnTenbHOCTb 6era KOHTponbHbix Kpbic. 
no BceM napaiweTpaM coeAMHeHMe N 484 
cpaBHMBanM c aHanoroM A^niApoSpoMMAOM 
2-(2-Mopct>onMH03TnnTMo)-6eH3MMMAa3ona 
(npenapaT N 471). 

Pe3ynbTaTbi onbiTOB npeACTaBneHbi b 
TaCnMi^e. 

H3 npeACTaBneHHbix AaHHboc cneAyeT, mto 
coeAMHeHMe N 484 AocTOBepHO yBenMMMBaeT 
AnMTenbHocTb 6era Ha TpeT6aHe "ao OTKa3a" 
npM npeABapnTenbHOM BBeASHMM Mepe3 2 h m b 
OTCTaaneHHbie cpokm nepe3 24 m, npMMeM no 
npMpocTy pa6oTOcnoco6HOCTM b no3AHne cpoKM 
m 30cfieKTy ee yBenMHeHMfl bo BpeMeHM 
npeAnaraeMoe coeAMHeHMe npesocxoAMT 
aHanor npsnapaT N 471. 

OcTpynD TOKCMHHOCTb npenapaTa N 484 
onpeAen^nM Ha Mbiaiax. npenapaT BBOAMnM 
BHyTpM6p»ouJMHHo. HaMAeHO, mto JTflso paBHO 
575 Mr/Kr Maccw >KMBOTHoro. 3to yxa3biBaeT Ha 

OTHOCMTenbHyK) HM3KyiO TOKCMMHOCTb 

MsyMaeMoro seu^ecTBa m AocTa tom ny to 
TepaneBTiriecKyfo LUMpOTy. 

cpopnyna M3o6peTeHHfl: 

flMruiApoxnopMA 
4-(4 , -MeTOKCnt^eHnn)-2-Mop4)onMH03TMnTMO-5-4) 
eHMHMMvv, 3ona c^opMynw 
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nOBbJLUaiOll4HM (J)W3HMeCKyK> BblHOCTMBOCTb. 
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CoeflUHeHwe 


ripupocT npoAO/i^KMTe/ibHocTM 6era Ha TperOaHe, 
% k MCxoAHOMy (npuHHTOMy 38 100%), nepe3 Bpe- 
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* Ot/iwmh* ot KOHTpo/ifl flocTOBepMU npw P ^ 0,05. 



